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tow dosage cntitumour drugs - bosed on 5-fluofO-2'-desoxy:uridina I 
3',5'di;ester cpds. 1] 


B(4-33, 12-G5, 12-G7) JL ' 

O 7 1 


with high safety coefft. and good prolonged concentration iri 
blood. r 

.PREPARATION 


CS3-041252 Antitumour drues contain <-fl„«™_->. _ dtMrtv 
uridine i' , 5' -diesters of formula (f)vas active component:' 

o • \ " 

J (R, and R 2 are the 
same or different 
R 2 OH,C , x aliphatic acyl 0 r 
| (I) aromatic acyl of 

kf_pi *^ 

ADVANTAGE 

(I) give a high level of antitumour effect at very low dose 


(i) may be produced as described in Biochemical 
Pharmacology, 14, 1605 (196S). 

EXAMPLE 

Mouse leukaemia L-1210 ascites tumour cells (10 s ) at 
7th day from transplatation were transplanted i.p. into BDF 
mice. Various cpds. of formula (I) (including comparisons 
m which R, and R 2 are H or < 6C acyl) were admini- 1 
stered i.p. once a day for 5 days from 24 hours after trans-' 
plantation oi tumour cells. Dosage for 30% increment of 
life span in comparison with control gp. is set as ILS vo 
Dosage for max. life span (Max.ILS <%)) is set as ILS max. 
ILS max./LLSjo was set as curing coefficient which indicates 
the safety of the chemicals. (I) have a high antitumour 
effect at very low dosage level such as l/10-l/lOO that of 
5-fluoro-2' -deoxyuridine. 
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_R> = 



H 

acetyl 
propionyl 
butyryl 
hexanoyl 
palmitoyl 
benzoyl 
toluoyl 
3,5-dichloro- 
benzoyl 

(6ppW69). 



ILS max. 



50 

100 

140 

190 
2.3 
0.45' 
0.30 
0.37 

0.25 



100 

300 

300 

300 
10 
3.0 
1.0 
3.0 

1.0 



Max. 
ILS 

(%) 



54 
44 
59 
40 
38 
56 
47 
60 

45 



Curing 
coeffic- 
ient 

2.0 
3.0 
2.1 
_1.6 
4.3 
6.7 
3.3 
8.1 

4.0 
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